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PURPOSE: To obtain a blood platelet adhesion inhibitor containing a benzazole 
compound or a salt thereof as an active ingredient. 

CONSTITUTION: The objective substance obtained by making a benzazole com- 
pound expressed by formula I [X is S or formula II (R 3 is H, lower alkyl, 
etc.); R 1 is halogen, cyano, cyano-substituted lower alkoxy, etc.; R 2 is pyrrolyl 
or thienyl which may be substituted with lower alkyl, lower alkoxy which 
may have halogen as a substituent group on the phenvl ring, etc.; n is 0-2) 
or a salt thereof in an amount of l-70wt.% based on 'the total composition 
contain, mixing normally used pharmaceutical ingredients therewith and formulat- 
ing a pharmaceutical according to a conventional method. The inhibitor can 
be prepared in a form, such as tablet for oral administration, injection or suppos- 
itory, and the dose thereof is 0.06-100mg/kg/day compound expressed by formula 
I. The compound expressed by formula I is obtained by reacting a compound 
expressed by formula III R u is halogen) with a compound expressed by formula ^ R 

IV (R 10 and R 11 are H, lower alkyl, phenyl, etc.). The compound expressed N H ^ p 

by formula I is useful for arteriosclerosis, ischemic cardiopathy, nephritis or 
in artificial dialysis, imbedding artificial organs, etc. 




(54) AMELIORANT FOR CEREBRAL FUNCTION 
(11) 2-306917 (A) (43) 20.12.1990 (19) JP 

(21) Appl. No. 64-127823 (22) 23.5.1989 
(71) NIKKEN CHEM CO LTD (72) TAKEJI SEKI(3) 
(51) Int. CI 5 . A61K31/425//C07D513/04 

PURPOSE: To obtain an ameliorant for cerebral function, containing imidazo(2,l- 
bjthiazoles or a salt thereof as an active ingredient, having inhibitory action 
on low oxygen injury with low toxicity and effective against cerebropathy 
due to cerebral apoplexy, etc. 

CONSTITUTION: An ameliorant containing a compound expressed by the formula 
(R, and R 2 are H, lower alkyl, acetyl, hydroxyalkyl, etc.; R 3 is H, aldehyde, 
cyano, etc.; R< is H, lower alkyl or phenyl) or a salt thereof, e.g. 2-methyl-5- 
hydroxymethyl-6-phenylimidazo(2,l-b]thiazole, as an active ingredient. If the 
compound expressed by the formula is used as the ameliorant for cerebral 
function, the ameliorant is administered in a dose within the range of 5-500mg, 
preferably 5-50mg per day for an adult in oral administration and l-100mg! 
preferably l-10mg per day for an adult in parenteral administration. 





(54) ANTIULCER AGENT 

(11) 2-306918 (A) (43) 20.12.1990 (19) JP 

(21) Appl. No. 64-127822 (22) 23.5.1989 
(71) NIKKEN CHEM CO LTD (72) TAKEJI SEKI(2) 
(51) Int. CI 5 . A61K31/425//C07D513/04 

PURPOSE: To obtain an antiulcer agent, containing imidazo[2,l-b)thiazoles or 
-a salt thereof as an active ingredient, having powerful inhibitory action on 
acid secretion with low toxicity and effective against aspirin ulcer, etc. 

CONSTITUTION: An antiulcer agent containing a compound expressed by formula 
I [R„ R 2 and R 4 are H or lower alkyl; R 3 is formula II (R 5 and R 6 are H. 
lower alkyl, cycloaikyi or phenyl)) or a salt thereof (e.g. 6-methylimidazo(2,l- 
b)thiazole-5-methanol) an active ingredient. If the compound expressed by formu- 
la I is used as the antiulcer agent, the dosage form is tablet, granule, capsule, 
pill, powder, etc., for oral administration and injection, suppository, solution, 
etc., for parenteral administration. The above-mentioned agent can be 

administered in a dose unit per day for an adult within the range of 50-800mg, n i r\ \i \ 

preferably l00-400mg for the oral administration and 10-300mg, preferably ^ ' U n ' 

30-200mg for the parenteral administration. 
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;u . 3-^f^T^-l-tXU->'-Jk 4 - 
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/ y •/ yu % 3"M>f^7:;-2M^' 
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7. 99 (1H. d. J - 2. 2Hz) 
£teei2 
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(m$t1- h *) O l+) L * i$ E T s i$ AX © L /r „ 

9#|£&L, Sfefc);fc02- (3-^00-7^^ 
)VT \ J ) - 6 - h *) ? >ls* v * ? J^sO * 4 * 

: 2 4 7-2 5 0*0 
3r$fc0*3 

2. 6--;^oD^>Xf-7'/-^3gx 4 - 
2 ntf £ 2 . '^>5 0itfi:]!)fl^l0 0lCT 



» ■ ▼ 2-306916 (38) 
"7 * - (*&1t / + Is > : * f J ~ A* = 2 0 : 1) 

2 - (4 - 7 t h 7 : K b'^< 'J >' ^ ) - 
6-^000X^7^-^2. 5 g 3: /r «, 
Hi A : 2 34 -2 3 5t 



PC>- 



<R' ) n 



35J6W4 



R» :6-NHCH 2 



R 2 : — N N H 

n : 1 S ' 

X : S 

ft ia:2l5-218t 

fig: 3HC£ 



6 - C £ 



>CH] 
R 2 : — N N H 

N ^CH, 

n : 1 
X : S 

HIM&ttlS : n > 

* /S: 99-1 OOt 

35 : g« 



R' 


: 






R * 


: -N^)~NH ? 






n : 

8* 

ft* SI: 


1 X : S 

3 0 0rm± NMR^«?«r5ft : 1 ) 




-* 


f» iS 
R' 


: 5-C£ 






R 2 








n : 

: 

tt 

Jfc ©: 


1 X : S 

3 2 01Cia± NMR^ttrlSX: 2) 
HC£ 




-* 


R' 


: 7-C* 






R 2 








n : 

8fc 

J£ ffi : 


1 X : S 

320ViU± NMR#tff$SJfc: 3) 
HCl 




-* 
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(53^2-306316 (39) 



3l*feW9 

Iff iS 

R 1 : 4 



6-dlC^ 
R* : -nQ-NH 3 



n : 2 
X : S 

N4 A:30OW± NMR#WISMi:4) 
Il> IS : 2 H C I 



R' : 4, 6-d i C£ 



R' 



NHCOCHj 



n : 2 
X : S 

fat* A: 252-253*0 



Iff it 

R 1 : 6-0CH 2 COOC? Hs 



-o- 



NHCOCHj 



n : 1 
X : S 

ft* A: 147-148. 5*0 



£$fcWl 2 

R 1 : 6-C4 



R 2 



■ -o- 



NHC 2 H* 



n : 1 

X : S 

M A: 300-302*0 

)& .IS : H C t 



nmmi 3 

w it 

R 1 :6-Ci 



n : 1 
X : S 

» A: 1 66-1 67t 



:-0" M! 



^Sfcfll 4 

Iff it 

R ' : 6 - C i 

CH 2 
CH, 
n : 1 

X . s 

ft A : 2 8 5*C 
AS : H C £ 



sstfcm 5 
iff ii 

R» : 4 -CH, 
6-C* 



,CH 3 
CH } 



n : 2 

X : S 

ft A: 262-266-C 

as : 2 H C i 



6 

IB i& / — v 
R' :6-N_) 



CH 3 
CH j 



n : 1 
X : S 

m A:292-293*C 
US = 2 H C £ 
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ttia ¥2-306916 (40) 



R 1 : 6-OC 



n : 1 
X : S 

fit & : 24 4-24 5«C 

# g : H C I 



8 

19 is 

R« : 4-NHCOCH3 
Ci 



6-OCH 



CH, 
CH, 



R 2 : • 

n : 2 

X : S 

» 2 1 5-2 1 7t <#W) 

Jg 0 : 2 H C I 



tit a 

R 1 : 5-NHC 

6-OC2 H 5 



H 5 — 

-0-»« 



CH, 
CH, 



n : 2 
X : S 

3* ^: 158. 5-161. 5«C 



MM 2 0 COCH, 

mm / a 

R» : 4 -N' 



6-OCH 



C£ 



/ — \ CH, 

n : 2 
X : S 

■■ 

ft £ : 1 80-1 8 It 



*KM2 1 

R ' *.6-CFj 



R 2 : — N H 



CF, 



n : 1 
X * N H 

NMR#tfrt$« = 5) 



3Z&W2 2 

R 1 :6-CF, 



R* : - NH 



-O 



S CH, 



11 : 1 

X : NH 
ft A* : 

& A: 222-224T 

m B: CCOOH) 2 



C£ 



JS«W2 3 

t» & 

R' : 6-CF, 
CH, 

R 2 : ~nV^ 
n : 1 X==/ 
X : NH 

H & : 2 13-2 1 5. 5t 

H5 ffi : 



fS«te«2 4 

R 1 : 6-NO2 



-N N-COj C 



l» : 1 
X : S 

» ^ : 1 86-1 90-C 
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m # 

R' : 6-NH2 

R2 : - N~N - COj C 

n : 1 

X : S 

fi* 1 26-1 29t 



3UI&W2 6 
Iff iS 



R' : 6-NHCH 2 -^ 

R2 ; -NJ-C0 2 CH 2 -Q 

n : 1 
X : S 

: 3-9 J- fr- n 
(tt A: lll^lUt 



^W2 7 

R 1 : 4. 6-d iC 
R* :-NH, 
n : 2 X : S 

NMRMrWi: 6) 



$M2 8 
Iff it 

R 1 : 6-OH 

R 2 : -N^-NC 

n : 1 X : 

mSftrSiS : J- iv- 
NMR#tfrtft* : 7) 
M as : i®« 



CH, 
CHj 
S 



3UfeW2 9 

R 1 : 5-NHj 

6-OC? H* 



/ — V .CH| 
•- N 0 N -CH, 



n : 2 
X : S 

: fitted* 

149-1 Sir 



9U6PI30 

01 it 

R» : 4-NH2 

6-OC2 H5 

/ — \ CH 3 

n : 2 
X : S 

» A: H2-143t 
# S : ifitt 



&t60l3 1 

m m 

R' : 4-NH 2 
6-OH 



/ — V V CH, 



n : 2 
X : S 

0* ^ : 255-260TC 



2SlfcW3 2 
til J® 

R » :4-NHC0CH, 
6-OH 

/ — v CH, 

*' ! -0- N -CH, 

n : 2 
X : S 

ft 230-232t 
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#«kW 3 3 

2-7 X J - 5 - h + ^t7*y-^5g 
^•^jTl/:. 8 »$|KJJH *n 
Grille * >> - rt'&Jjn** UrtiiiSSSrfFJJX t ft 

* #*lc*l*^oo^AA-CJ4UJL% ? o o * 

T. iBt$®ikLtZo «zJt ^ > "J ***** *> A ? d 
-v h ^7 7 * - («ifb>^^> - n >- 
1 : 1) -cfSS2L/io n - 'n* 4 * > J; 0 HISpS t * 
«tt ffc*HKffl*> 2 - ( 2 - * o o 7 * —dO -6 
-Ah + >^>X^Tv r -^l. 6gt»fc. 
tiftj& : 7 5 - 7 5. 5t 



» IB ¥2-306916 (42) 

3SS&0I3 4 

■J>0. 1 g * 6 NJ£fifc 3 I* iztx\&, 0. 5B*RI 

* <fc 0 L*RfeSH*&<0 2 - ( 2 - 5^*- rtO 

-6-->o'<>X^ i y /- h • igffirtt 7 0 mg 

: 150-152t 
^^^33&O c ^S!S^34if5!^CLTiiS^^ 

il/: 0 * fc8<t&^*> N M RairrMfafcTESI 3 



m 2 & 



(R 1 ) n 



W it 

R» : 6 -OH 



O C H, 

n : X X : S 

Mffll* : ttitf&r u 

fi* j£: 1 90-1 95t 



m it 



6-0 (CH 2 ) , * 
C n 3 



R 2 



OCH, 

n : 1 X : S 

ft* A: 163-1 64t 
JU fig: (COOH) 2 



^3 7 

m it 



R» : 6 -N 



* 7 H 5 

(C H a ) , NC 



,CHi 
CH 3 



OCH j 

n : 1 X : S 

& A: 180. 5-183-C 
if* SS : (COOH) 2 



*$fcW3 8 
« it 

(CHj ) ? OH 
R> s6 -0 (CH.) ,NC (CHa) 

R^^ 

OCH) 
n : 1 X : S 

MAJB : fcfc^'JXAtt 

ft A : 83. 0-85. 5t 
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iff 1% 










x OH 


0 CH, 




n : 1 X : b 












& ^=49. o-5i. or 














£ (ch 3 ) 3 


D } . f> _ O C H a ^ 


►—OH 




C ( C H , ) 2 


OCH3 




n : 1 X : S 




MM* : 

















,CH; 



R » : 6 — O (CH 2 ) j N( 

C H , 

(CH,) , 
R» ; 7-CH 2 -^3"OH 

^*C (CHj) , 



R 2 



OCH, 

n : 2 X : S 

Hk 1 34-1 35-C 

g g : mm 



m it 



NH 
II 

R 1 : 6 - C - 
R* 



NHCH 2 -^ 



OCH3 
n : 1 X : S 

&&&&& : 7oa*;UA 

ft 275-277*0 (#«) 



3mw4 3 




iff it 




R 1 : 6- CH, 








) V CH, 
O (CH,) , N< 

L> fi 3 




n : 1 X : S 












«tt A: 1 95-1 96t Om) 




Itf © : ( C O 0 H ) 2 




E&W4 4 




Iff it 




R » : 6 - F 




R- :HQ 




/ CHj 
0 (CH a ) i NC u 
CHj 




n : 1 X : S 












64 A: 205-206T (#W) 




^ (COOH) 8 





3fc*fc0i4 5 




m & 




R 1 : 6-C* 








0 (CHj) 1 NC 


CHj 
CH, 


n : 1 X : S 












K* A : 1 9 9, 5-2 0 1. 


5t 


# IB : (COOH) 2 




3mft4 6 








R 1 : 5-NOj 








O (CHj) j NC 


CH, 
CH, 


n : 1 X : S 












Bft 196-1 9B-C 




B S&' (C OOH) a 





-143- 



»IBT2-306ai6 (44) 



32J&PJ4 7 

R 1 : 6-C£ 



O (CH a ) 2 N< 



n : 1 X : S 

Mi & : 1 7 9-1 8 0«C 
ft* JB:3M 



CHi 



3S&0I4 8 

W it 

R l : 6-C£ 



C H 

O (CH, ) 2 N - CH | 



n : 1 X : S 

tit j^: 226. 5-228^ 
ft* as : (CO OH) 2 



3ZJG&0I4 9 
ft ifi 

R * : 6-C£ 

CHj 
CHi 

n : 1 X : S 

lift 1 22-1 23t 



R 2 ^-<2^° (CH2 } 7 N 



3Sfc0J5O 

R' : 
R* 



C£ 
6 -O C Hi 



£ 



O (C H 2 ) 2 NC 
n : 1 X : S 

84 89, 5-9 1. 5-C 



CH, 
C H, 



«»«5 1 

m m 

R< : 6-C£ 



R* 



■-p 



O ( C H 2 ) 4 N i 



CH, 
CH) 



n : 1 X : S 

tffS^iStS : J - n > 

fi* j£ : 1 7 3-1 7 6TC 
It* IS : H C £ 



!5teW5 2 

R 1 : 6-C£ 
«- 

O (CH 2 ) 2 NHCHj 
n : 1 X : S 

: 

ft A: 226-227-C C#M) 
# ffi : (COOH) a 



^5 3 

R 1 : 6 - C £ 

O (C Ha ) 3 N_j> 
n : 1 X : S 

ft* & : 2 5 0-2 52-C <#W) 
Jfc ffi : H C £ 



&SfcW5 4 

R» : 6-C£ 



O (CH 2 ) 3 NH-^ 
n : 1 X : S 

ft j& : 2 54-2 56t 
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6-0(CH 2 ),N 



^CH, 
N CH, 



R 2 



CI 

n : 1 X : S 

MAI* : ttfcWtftf 

mk&mm • 

ft ft- 183. 5-1 85T 
B SS: (COOH) 2 



R' : — 



—SC (CH, J , 
R 2 : -f VOH 

(CH, ) , 

n : 0 X : S 

3 £ : 9 7. 5-9 9. 5t 



mffcw 5 7 
















R 1 : 5-OH 


: (CH, ) , 






»•■ 


-OH 

: (ch, ) , 






n : 1 X 


s 




















R* £ s 2 4 o r B 






















R» : 6 -OH 


: (ch, ) , 






•■■ 


- 0 H 

: (ch, > , 






n : 1 X 


s 




















ft /&:289~291T Om) 


B SS 





SI?«SW5 9 

R> : 4-OH 



^^C (CH, ) , 



n : 1 X : S 
« J& : 1 7 9^1 80t JK AS : gat 



<S & 

R 1 : 6-0CH, 

—<Z (CH, ) , 
R 2 : -f VOH 

X =^C (CH, ) , 
n : 1 X : S 

t&fflff* : fefefMJt 

a As 1 70. 5-17 1. 5t 



R i : 6 - C £ 



sr-SC (CH, ) , 
R 2 : V-OH 

X =<C (CH, ) , 



n : 1 X : S 

ttAlf? : ttfelHK 

« A: 163. 5-164t JE ffi : g»l 



3lt£W6 2 

C H 

R 1 : 6-0 (CH, ) , N C / 

C H , 

(CH, ) , 
R l : -f VOH 

X =^C (C H, ) , 



n : 1 X : S 

: BMttx**- n 

ft 20 5~220t NMR»rr«itt:8) 

0 © : &*E 



^W6 3 

m it 

R« :6-0 (CH,) , N 



S 



CH: 



_^C (CH, > , 
^^C (CH, > , 



nil X : S 

NMR£(frlft» : 9) 
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i» m 




R« t6-0 (CH,) i 


■P 

6h 7 oh 


(CH, 
R 2 : V-OH 

^=^C (C H, 


) a 

) 3 


n : 1 X : S 

NMRtflTrteSfe : 1 0) 

B ® : 




35&0I6 5 
Wf ig 


N H 


R 1 : 6~0 (CH 2 ) , 


H 

C-NHj 


_<C (CH 3 ) 3 
R 2 : VOK 

X =^C (CHj) , 
n : 1 X : S 

/& a: 185-I87t 
If* ffi : H C I 



MM 6 6 




ra is 






R» 


: 6-0 (CHj) 


' C Ns CH, 


R 2 


_<-C CCH 

: -fi° H 
X =^C (CH 


3 ) 1 
3 > 3 


n : 


1 X : S 




tt&ff* : 










ttft 


24 7-2 5 0«C 






HC^ 





35&W6 7 



R' :4-0 (CH 2 ) 3 NjHNC: cH 3 3 
<"C (CH,) , 
^^C (CH 3 ) 3 



R 2 : 



n : 1 X : S 

tt : 1 04-1 0 6t 



6-0 (CH Z ) s N ^-N^ 
C (CH, ) , 



,CH, 
CH, 



R 2 : V-OH 

X =^C (CH, ) , 
n : 1 X : S 

& /5:136~137r MMR*HTrtSJ«l 



1 1) 



MKM6 9 

m m 



5-0 (CH 2 > 3 



C H, 
CH, 



R 2 



-eg- 



C (CH, ) , 

OH 
C (CH,) , 

n : 1 X : S 

Mi /5: 163-1 64'C 

tt5 



£&047 0 
J8 it 

R» : 



-fVoCH, 
^==^0 (C H , ) 3 



n : 0 X : S 

ft & : 58-6 It 

ft* SB : 



3JI&W7 1 

R 1 : 6 - C H 2 OH 



-Q-OCH, 



C (CH, ) s 



n : 1 X : S 

ft & : 1 4 7-1 4 B^C 

& t& .mn 
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m m 

R» : 6-NH; 



R 2 : -<f~V-° CH ' 

(CH, > , 



n : 1 X : S 

ftk A: 1 50-1 5 IT 



£JfcPI7 3 



R» : 6-CH; 



9 

N OH 



R 2 : O C H 3 

(CH,) 3 



n : 1 X : S 

H* 1 34-1 35t 



3?tfc«7 4 



« / v CHj 

R» : 6-NH (CH 2 ) 3 N^jHNC CHs 



R a : VOCHj 

C ( C H 3 ) 3 
n : 1 X : S 

ftt £ : 1 8 5-1 87t 

B IS : 2 - /COOH 

HOOC' 



5 

*8 £ ,CH 3 
R' : 6-NHCO (CHj ) 3 NC 

C n 3 

R J : -^""V-OCH, 

(CH,) a 
n : 1 X : S 

ft jS : 8 5 - 8 7 T 
0 £:8tt 



3^6^7 6 

R» : 6-NHCO (CHt ) 2 N y N : 



CH, 
CH, 



/VOCH, 

(CH,) 3 



n : 1 X : S 

: 10 1-10 3t 



ss^m 7 

iff it 

R 1 : 



•a 



OH 
C (CH, ) 3 



n : 0 X : S 

& 1 8 9-1 92t (#W) 

S3 : ifitt 



R» : 6-OH 



R* 



H 



n : 1 X : S 

ft A: 238-24 It (#tf> 
Jf2 ffi: 38 



HSSW7 9 
fit ft 

R' : 6-OH 



R 2 



43 



CH, 

n : 1 X : S 

Hi A: 1 77. 5-1 78. 5t («tt) 
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m & 

R' : 6-OCH, 



R 2 

I 

CH, 

n : 1 X : S 

ft 9 1-92T 

If* 



S 

B CH, 

C H j 

R2 ^ 



N' 
I 

CH, 

n : 1 X : S 

fit jS; 157-1 58t 



UUfeW8 2 
« it 



6-S-CNC 



43 



r CH; 

CHi 



N' 
I 

CHj 

nil X : S 

Hi £ : 1 5 5- 1 56t 



3UfcW8 3 
Iff it 

R 1 : 6 - O (C 



H 2 ) , lT] 



8 



C-0 

I 

CH, CH, 



n : 1 X : S 

NMR#tfrl&* : 1 2) 



^6 4 

R» : 6 - OH 



R 2 



C 5 H t t 

n : 1 X : S 

ft* : 60-6 It 
0 JB:£« 



$&ft8 5 
IS & 

R 1 : 



R 2 



■ -O 



n : 0 X : S 

PUSS*** :i>*ooy*>-n -^s*^> 
& A : 9 7. 5-981C 



R» :6-CF, 



R 2 



-p 



OCH, 
n : 1 X : NH 

g* : 20 5-206. St 
0 AS : a*t 



*fc«8 7 

m is 

R 1 : 6-C£ 



,..-p 



OCH, 
n : 1 X : NH 

Wtf&fci* : 2-"/o/<y-;l<-* 
» A: 20 3-204r 
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t» ii 

R» :6-CFj 

OC, H 7 
n : 1 X : NH 

& A: 9 1. 5-92. Or 



^rtfi^s 9 

R 1 :6-CF, 



■-p 



O H 

n : 1 X : NH 

& j£ : 264. 5-26 5, 5 «C 



3zmw9 0 

Iff & 

R» : 6 -C £ 



R 2 : -f VOH 

X =^C (CH, ) , 



n : 1 X : NH 

ft A: 286-292t (*W) 
NMR^ITrWm : 1 3) JI2 /B : 



5tE»W9 1 

R' : 6-C* 



R 2 ' -( VOH 

(CH,) , 

n : 1 X : N 

I 

C* H 5 

ft j&: 235-235. 5-C 

© mm 



MM9 2 

R' : 6-C* 



R 2 



CH 



n : 1 X : NH 

ft A: 184. 5-194. 5*C(*m> 
Jfc fiS s H C i 



R « : 6 - C F 3 



R 2 



n : 1 X : N H 

g* A : 19 1. 5-1 92. 5t 



3mft94 

m ^ 

R« : 6~C* 








n : 1 X : N H 

A : 226-2 29t 
ft* AS : jB« 


n -^**t>-> 


3U&W9 5 
Iff £ 

R» : 6 - C * 




R* : ^ 




n : 1 X : NH 

Mfc A: 237-238*: 
ft* J8:$tt 
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R 1 ; 6 - B r 




n : 1 X : NH 

ft /S: 14 9-1 5or 



EJfcW9 7 

R' :6-Nj 

»•■ -O 

n : 1 X : NH 

& rfi: 2301C (^H?) NMR#ITr*£& : 1 4) 



£$fcW9 8 








R» ; 6-lM 




• <J 




n : 1 X : NH 










- .xf^.x — ;P 


ft 1 7 1-1 721C 












R' : 6- 0 (CH 2 ) 




»■■ 43 




n : 1 X : N H 








#*£tiii8& : 2> * o a * * > 




ft A: 1 50-1 5 1*C 




** : Stt 





a is 

o 

R 1 : 6-S-C-NC^" $ 
C Hi 

n : 1 X : NH 

& & : 24 1 -24 3TC 
^ JQ : 2 HI 



SUfcW 1 0 1 
Iff & 

R 1 :6-CF, 



■ 43 



R* 

n t 1 X : N 

I 

CHi 

ft? *S:*tt 



3?Jfem 0 2 
« it 

R» :5-CF 3 

»' ! 43 

n : 1 X : N 

I 

CH S 

tit |^:129-130X: 
ft* SS : 8» 



PJjfom 0 3 

m is 

R» : 6-C* 



R * 



■ 43 



n : 1 X : N 

I 

CHj 

» 1 56. 5- 1 59. 5 *C 
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izmw 1 04 
m m 

R 1 : 6-C F 3 



R 2 

n J 1 X : N 

I 

CH 2 CH-CH 2 
g* 102-103-C 



£Kni 05 
tit & 

R 1 : 5-CFa 

R* : Jfl 

n : 1 X : N 

I 

CH 2 CH«CHj 

H* 67-68t 



1 0 6 

f» & 

R 1 : 5-CFi 




R> : J\ 




n : 1 X : N 
1 




c* 

tffc A : 9 7 — 9 9 TC 
Jf$ 1:HC^ 


Hi, 

r-JU~ / 9 J ~A> 


£JfeW 10 7 

R« :6-CF, 




R> : J"ft 




n : 1 X : N 




1 

c* 


Hi! 



«W1 0 8 
Iff it 

R 1 : 6- C£ 

n : 1 X 



N 
I 



S* 1^: 154. 5-157. 5r 



n&m\ 0 9 
fin it 

R' : 6-NO2 



R 2 



OCH, 
n : 1 X : S 

fi* A : 1 9 3-1 9 5t 



SfcttW 1 1 0 

m it 

R 1 :6-NH 2 

OCH, 

n : 1 X : S 

fi* jS: 1 83. 5-1 85t 
Itf AS : &K 



3?fc0!l 1 1 

m m 

R 1 : 6-NHCOCH, 



,. ..p 



OCH, 
nil X : S 

ft ^: 231-232T 
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Jt<AA0>2- (o-y — ^) - 6 - 

J»j& : 146, 5-147. 5t 

nr. nsffinafeflj i 2. 14-20, 28-32. 
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U ft. h'Jn) «ff 
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tmx3B$^l^ Jn^iSSaL/Xo **ET«IS&* ^® 

y*V-/U-20 : 1) TiUlfco n 
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f&lfeW 1 6 3 
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»r,3¥2-30691B (68) 
N-7tf^7;y] - 6 - ( 2 - ? o o K > 
K>Xf77«-iP 

10. 2 - < 2 - / h * 7 * - ^ > - 6- hF 
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* * > > ^<>Xf77-* 

15. 2 - (2->h*5/7*J=-/W) - 6- (3 
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fcTa 'J ^ — AO * f^H *s>X1-7 *J-fV 
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50. 2 - (N-^f^-3^oo7i'j;) 
_ 6 _ j. y y ju* a / * JV< sX4 I y *J-*> 

52. 2- — -6-PJ7**o 

53. 2- (2-**--*) Cl-b-ay 
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